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©ikm^P^ik^CA) 0g6O"214784 

gWUIB^ ffrtSSS-^ PffFD60^( 1985) 10^280 
7431-4C 

AAT 



7431-4C 
7330- 4C^ 



m PS60- 12318 
@m Si PS60(1985) 1^253 . 
ffi3feffil±3g ® 1984^ 1 ^ 25B ® >f V ;^ C G B )@8401888 

18 ^ v/'x-a:^^ TV*' >f+''J xgyN- h 7;*--^' '^^xTx 

>rp^ D-h\ 108 
S A ^ IK ^ ^3ig 



1. ^a^^a^^t-^lfe 
4 '6^:!)-biSiin-6^I^ja^ffc>^itoo 



( I ) 



y ==- -t itkty ^ ^ ' C2^3 T 4^ A' 

Cg^y ^ n T A' =^ A'^ Cg^ g T A' ^ ^ >fu 1 

fib<D-o©#fd:^n^nfHj- 1 ^ wt j^ij -c 




^ u y ^ A^-titYt C3^g TA^^r-A-JSt^ 

^^l—a "^-^"^^x ^3—6 -^^^^A-^A^irt:)! 
^3— 6 TA^^-^^Srlftt?Lv -tL-Cfte©-0 

4. R^Z)S7K^1^4-t^(lCi^gTA^^A^^ 
•:/^DTA'^>^-47tW: C3^4 T>v^^/u^^:^ 
ipL^ r2 ^STK^/K^^r^t? L-t Lt R^i? X t>- 
(t^W:) R*:dJ Cj^_3 ©T A-^ A-^^r iS:b-f 
2)*^ Sfc^n^WtR^aJiC^^j T A^=^A.ay5:?St?U-i: 
R^ii- X O* R* (Om^i>^i^%\^=^^Wit>'t^ 
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( U) 



CVJC, ttzkJSS/g^'* /ttt> ^>v, x^^, 

L-C r4» fl^^R^^^^^-^^,^ ^l/^ttR2» 
«: 7k « li^^ ^ ^ t> L-t U-C r4" > ^ A- 1 7t tt 

6. 1.2r3,9--rh?tra-9-y^yi.-3 

7. X»2,3,9--rh7tKa-3-c:(2-^ 



?^liaB3G0-214784(2) 

^/l^ - 1 H--f 5 ^ / - 1 - >fA' ) ^ ^A^D 
-9 - {7^a:f-2-x^/u) - 4H-*v^^' 
/A^-4-;4-V> 9-'V;^a-<>'^/i.-l,2, 
3,9-f^h7»i rp-3-C (2-/f-A'- 

4H-:«^A^^'//^-4->^v^ 1,2,3,9- 
^h7t ra-3-E2 - ^ ' I ^ - >f5 

^//u-l--fyu)yf-A']-9 - (y'PT^- 
2-'fA') - 4H-*A'^'/>^-4-::4-x^ i?- 




( 1 ) 



/^x Cj^y V ^ P r A^ * Cg _ g T A- ^ - 

A^^ 7 I - A--* >tll 7 X ^ A' - Ci^3 T^^* 

^t) L^ r3 ^-XO' r4 K-C^:b3n>5)p 

-^-C|^3 T A'4^ A-r i> , -tu-cffeo — o 

(A) -m^ in) (oit%m 



0 





( 1) 



( C ^ K r2, r3 10^ R^W-hSecDSe^oa 

(B) ^ (JV)ofk#*te 




( in 



^t>Uv -t U-CrI. r2, r3 4*-iI>'R* fijiie 

ktum-^ nitiiim^^^ttLit't turns' ^ ftn 
(c) ^ ( I xoit^mt ^(fimit^^omt /tw: 



fi^r ^ Alg^t /tfriiS^r cHgZ oig^^ 
^ wt^ft-s-^teo^^^eK^rc^ag^ Tttt 



IffflBS 60-214784(3) 




( I ) 



b2 , r3 i^xt>'R4 ^C-t:^t>:^^^-6#0- 
6 rzk«M^l Ttid Ci_6 T A-^ A-gg^r^tt-f-o 



r p .y h »; ^ ^ ^ ^ ( 5 HT ) y -fe ^ - 'fk'^ 

-6 5 HT :£^/aiilti^<07t?Sa^{S:«-f 5HT 
C-^-^h a t^di^btiX^^ho 5HT ©-^-n 

iZ;)^® Kl^j^Lx ^ L-C bO 5 H T «:^tra 
j^^ttj ©5HT- ^} r -ifXt^iH^ni^^VC 



c<Dmn\^^^nmx ^ Lx ^i^^<Difs.is^ 



o r4 r3 




( I ) 



!*rafiaB0-214784 (4) 
0;|g-r$)&„ r2,r3 t?xo'R^vc-c^i?:5n& 

Cg^y © V o T ^ =^ ^2 — 6 <Oy ^ ^ 

— jisi:^ t-u^ t r1 X r2 V i?- X r4 k 

o 7^ - 2 - ^^ T^f^A-, 7^ h - 2 - 2 
-/^A^rn:/ - 2 - -fA's -^^-^A-, .-^^^h - 

3 - A^itrfctt-^* ^^A'T^^DiffAo 



A'^ 7 X ;f ^ ^(13 - 7 x yu 7^ o tf A-^g -C 

•y ^ vi r ji^Mift^ n^^'y ^ ^ ^ y f- 
y ^ u y/i^-t ftn -y ^ ^ ^ ^ h H) % 

c©-rh7ii ro^A-^^yni^^oa-^tdo 

— {\)<o^ y v^- A^m<oM^'^^m^m^ 
-^nhm\^imr&s mA.kim.mm.. ^it^mmm.. 

tft^ifi. ^) y ^r^. :^ y 7^ a. mma^ J: 

^3— 6 ^•^^"TA'^A't^lrlCg^gOTA'^ 



r2, r3 1?- X o'r4 frc-rat?^ n-6ffif©— 

"^^^ 3<0 T A'^^- A-^ gO'y^oTA'=*^A' 

Kt Ci_3 OT^*A.4|-C*>A%0-C$>^o 

mm^y R^ ;di7K*iET-t ;t*lCi_6 ©TA.4^A., 
^5—6 ® v a T A^ =^ A^ "4 7t H C3^4 <rjr A^ ^ =• 

A^mX^b^s ^ U-C r2 ;0£;jc«i^-^-r$» ^ U-C 

R^ X a' ( t ^tt ) r4 Cj _3 © r A. =^ A^ilS 

T *»>6 75*^6 v&^/^fl r2 if^C^^^ ^7 A^^ A^&X^ 

r3 iJ'XO'R^ © # 7557k iRl^dP'C^)* 4* 
©r -60 

(la) -c^t>i5n^) 4©i^xe>'^:nb©^^^&?) 
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( i a) 



;td: n x^yK0^*a*3-^o R^*W:>!K 

tt7K5^6m•^^3St>-^:6*. -iV^W: r2* ll7K3RiiL^ 
^:ii4?L^L-CR^*Wty^>v-i7t<lx^>vo^i 

(■^ lr2,3,9-Th7tH'D-3-C(2-> 

- iH-< i ^ / - 1 - -f/i') - 

9 - (5^Pr-2-x^A') - 4H-:*>v^^/yu 
- 4 - ;i- 



('^ l,2,3,9--7"»"^t ro-3-C 2 r / ^ 
-(^ Oy^-2->fA.) - 4H-*A'^^/A'-4- 

lt2,3.9-7^h7V: Kd - 9 - >t^7^ - 3 _ 

c n e> 6^ k: ^ ^ ^ ^> ^ i: j«, 



Q 




(lb) 



m 

<D^^ ( the rat isolated vagus nerve 
preparation) ©5HT-^%;ci:S:^8iL-t^ 

^^^^(Oit^^ifl^ 5 H T ;05p9®11feO y 



^'P^^m^K i,-^:^-ti><Dr^ ^^^(Dit^^ 
^ ( I a) (Dit^m<0^^ii:^'^^^m'^ i> 



-1015- 



^m-^ii^mi^tftirti^Mm^m\^x^^mKx 
^ot::*^^^o<t^'tewt. mo^ 



»HB8G0-214784 (6) 

T y Xg^-r y A, ^ 1 II -iX >; ) ^ 

^-$n^m,Mm^m\^x. m^m^m^^^^m 

•th c tii>ix t is^mn^nffc t < ^hftrt:^ 
mKxc>x^€L-stix 5o mn^-^moteL^mm 

m-^ ^ A^^m\^xii^m.-thitib<om,i^^&i t 



p - t For^^c^-^v/x-h-i itki y A. If xflfc ) 
i:-c««^x ja^^PJx xc^*-b-«c 

m^mimi^xM^^iSL^omm. n^^ryfA.t 
;tf±^isifiiftj^>8o#sw:-cii^^ nx 5o to 
Pi^JWWt. m^irlr y-f A^^itiri^mi^^M^mo 

A^i>^ y(OMWSiXt>hCtfi^Xts ^L-CKi«W. 
«5€Mi*' XCK ( •* Tttt ) ^fftffjO X ^itm^m^ 



^if±. -ffifflg^icift^ t A., nJL^mm<o^ 
^mmt L^x^tiL^-th^Ltii^xt ho cox 5 

«m#«:o % L< tti»7K<*0^)P^ ( ^;ttf@e^ 
n^^flfiffOx-^A^i^ar^iU-Cjs -i/ttt^^x 
5£«i«J!i*ffli/^-C. -4 ^«Lfll^-K:9r*§1*Otf3?2*f*: 
( ^J;Ltt<t7^K:Brfllttoffl ) t UTSe'^-f->2> c: 

A^^ A^ y ^ h y ^ :7 y ^ 
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TP />^©»<t#<o^^ffiw:"C»«s#tc^i&^ n&o 

X© * r -fe A'** XCf - b y -^^Wt^ 7^h-;^ 

t ho 

Am { \i^Mm 70 kg ) K^^'th7^%m<Dit^ 
fi:^ L#A*ttfi:-4lt«>^i? 0.05- 20 ing , 0 

t U < H 0.1~ 10 mg ^ <D®i§fe6K^-C^>&c CO 
hXit^^o B^O^^iti^ IC/i^m^ blfKftm 



1$B3B3B0-214784 (7) 
eas^fflfrctt^ -^ttS-^ftllff-* L < Wt 0.5 
-lOmg <D^®i*.^^$:#;t-^^T*»6 ^>o INilS 
□ SJ^ffl<D#fil:tft^aW:, Jff -4 L < «t O.l-iOmg 

aiftj t)J 0,2-2 mg C0*:%g90|b'i'%7*^^-f 

0.4-- 80 mg <Dijefflf^T*^> 5o «^<1^ - B * 
2 -4 3 tSt^X^ D^ho 



7!>iX^ ho 



o 




( 0 ) 





I I (I) 

HN^N ^ ■ ' 



Kin, Y ;dU-f)T>^^-= A'^g= CH2 -i ;tKt^ CHgZ 
0^{C:\KZtt^-a^x[^^( nJL^i&mt it 
) ox 5?i^^^Ctt«iL^#>6il^-t ytttgS 

y^itkt/^ if'x^^A^d^-^^j-^'^'OX *>itr 

:^^ ym^ H-N^R^B^R^X" :S ( C ^ KTx R^. B^ 

i^'XCK R^ ni^ — -4 /twt^m^^-c** CtaJir 

V ) *-5)*/^il r5 i^XO'R^ilc 

«s 3 ) ox 9«T^;t-vS:^t?-f ) , "4 /t 
W:(=) -Nr5 r6 3S ( c \ ^ X 6K' R^ Wt±geo 



-1017- 



Bm^xtt}u^Kmi^^i> ctTifir^ ho com 

A^<rYy)^ r ^ { ;L « / 7); a r 

( i^Airx> ^ y -A^-i itnjLmm<D/ ^A^itmn) 



»raB3G0-214784 (8) 
( f«i;t w: T ^ K)^ ^ 

fib©— ia:&5:&^ ( b) w: ^ ( i )<Di\:'tm 




L-t LX r1 , r2, r3 J> X 0: r4 flgfrificDSeift 



ho 

xi>'s;5^ff=wt^ y r-A^m^mit-^-^^ 

-1 , 4-'<xy'r^y>'i ^11 2 , 3 • 5 . 6 - 7- h 
+ ^ ( 2 , 3--i?^PA--5. , 6-4? 



( n^lfir A^ ^ - t> t - h r ) ^;|?:^E:5 
h y t^lft -y ^ o ^ y :^ ) ^ a 

^•^>^>f$ r t ^ifi N ' o ^ ;^ ^ y y >i i F)^ 

i^rA'^A^^A^ri^^ y ( / ^a-^ 

y^.-^ ^ K ) , ^ ^) i^y - ^mit^ ^^i^. 

ii^:ft^ffJH^ ^ V yf^ {^\^}rlr Y yitft 
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a T /m^ yu-i ;tW: T>^ ^ - /i'^© X ^^liibo^cD 



TIB3BSB0-214784 (9) 

/u^ Cg^y >^ a T ^ >rt^> g T A' ^ — 

•4 (1 7 X ^ - C T A^m^Ut>-tn 

yit^^ ^flgtfSe^c Y Uts^igE L;t r *>^A.;i- 
( R*) 2SO4 b;aid:iX'5>ig^:^T/i'»^ 

cor A^itlsLJiCn^ <ff -4 L < tt^i6©^^£ 
KiEi'^'Cx ( fij>Lfi / >^ T $ 

r ) X X -T^/u^ { nJLidf; h 7 t F n 7 7 K 

;td:7k^<t;:^ h y »> a ) , r/i- * u r ^ f 

( i?y;tfrl :^ h y A T ^ F)s TA':*y^«^^ 



A © / h # X h # F-4 ifcWt t - y h 4^ i/ 

F ) ;(>J#-4 ^lio t0JtS:jt;ilx -20'-+100"C^ 

*Ti L < WL 0 - 50 x<omm(owm.x^m%K^ 

(c)^ x*7k^^^;&flW:, 
7;f--y^A^^ a^. fift-ft a ^ i?^ J.) <D 

;^(hy7Xj^yl';fr^7^x)a.;;T5rA^ny F 

T =r ( ifiJAfix ^ y - ) , T ^ 

(^J-lWTv^/^A'^t^A'AT^ F)s X-T'A'ifil 

(^fif^Sex^ A- ) ox 5*]^^j4'-C-tLX"20'- 

— JK frC fl^fi ^ n & t ^ -6 ^ a 

^^^feiiii L-cm-4 u < ftv^mnx^^m^-tT^ 



-f 7" - ^ A^ -:f ' -i y ' it-lf=-:f^<rK^ h 

VJ Ed. J. F. W. McOmle ( Plenum Press. 
1973 ) KlZi^%iXXV^h t ^ it^^^m-kimyr^ 
X^ nm^hiLtii^X^ho -^*^:»t>. rA^^\^ 

:^ ^ ^ - X 5 * ^ ^ - A.n^ ^^e^odt^ic 

t«ia UX^*^ tL X 5o 'f-ir ^ ^ " A.^^^ X. 

i^'y-A'Ox^iii^^ *g#rij*f'r ^ - 7k»^ ( m 

I 
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X 3 V v« i> i/ ( McGraw Hill 1962 ) X 

CXS. H, Wllen iCX h \ ^ - :f :< - :f ^ U 

P - h >v^>f A'fgie^v * :^ 7 T - ^ ^ 7^ 



!5l!ie3G0-214784(lO) 
* iw iiPi -c « a <D as ^ A -t >i /t AO K 1^ ffl 



0 




( V) 



<D I t> ^^^i3:mm^Xs txiB-^-^xmrn-t^c 

-Ji£^ ( V)(D^b-e-(tett, -^AH J- Org . Chem. 
( 1980 ) ^ 45#. )i( 15-^^ 2938 --2942 MK: 

Iid»^^cxo-caeig^i^^^-^£^^:xo-ca^^it-^ 
* t i 2>J r $ >2) o 




( VI) 



-tf:"C#^ C <!: ;*ir & 

^fcy :^ ) ox ^^Xfk^J t &*5^ -^Tr^i* 

Z a>iT'^^;^4r';^ag-C$)*K<t'a-ftett. ^ (VI) 
tfts Y TJi -CHgZ ^t) LT Z o ^ v/K 



A 




?!ISB3B0-214784 (11) 

? ^ A Kxm.^'th ctifc i^xmn-th c t 

Na2S04 Wlti^fi^ L^ -t L t SI 1^/ H PgOg ±K 

h ^ ? 7 < wt^ w, c. si 1 1 1 ii k: X -ir^-c leizs^ 

n^e^$!^ ( J. Org. Chera., 1978, _43_. 2923 
~ 2925 ) * gl^ffl U-C^ - -i? (Kleaelgel) 

9385 m\nx^mLfto 
mm I 

2,3,4,9--7^h^tKa - N.N, N- h U > ^ 



3-C (•:;/f^A'T5y)^f'A^3-1.2,3. 
9-xh7tKD-4H-*A''^/A- - 4 - 
(0.53g) CD3 - (15 ml) ^^^r5 

feta^*«ZI {0.84ff), flftA20:?- 205\ t Lx^ 

•fto 

mm 2 

2r3,4.9--rh7t Kci-N,N,N,9 - y- Y y 

- ;;4-4.y - 1 H-^A^^'/zi'- 3 - / 

3-C (v^y^>^r?y ) ^^/^D -1.2.3, 

rD-9->^A'-4H-;t;A^''-'>^ 
A' - 4 - (3.80g)<D3 - ( 100ml) 

< ( 5.72g)^|^^l;^ 192"- 195''^ t L 

xmito 



wim 3 

1.2,3t9-7^b7fci Fp-9-;^^a^-3- 
>^U'>^-4H-^>v^^/a^ - 4->i-x 

811911 2;0»b<O^^'a5 (5.0g) <DzK (20ml) 
flat* 2 N ^Oft:/" h y ^ ^ ( 6.55 ml) 

-tUtss" ^C45^ra®^AC)rto #b*x?t;^^U 

fffe^ L-t L-C<[£<* U-CSffl<k#*te ( 2.8g)^ 
127--- 9" . %#7to 

eigil 4 

2.3,4,9--rh7K Kp-9">^^-3- 
C (2->^/^-lH->f^^/A^-l-^A^) 

^^A^3 - 1 H - iJ / ' U h 

Tf^^i^Ht^itrt Y y !> ( 90mg) ^: ^ ^ ffi ^ T 
rc-Tx p'^y— A^(3ml) <l:^taa;tsA'A(3ml) 

(t Ota^tte^Oi^lJ 7 b<0^j5£%) ( ^OOmg) ©tft 
i^mWLVCmA.it^ 48 ( T^M(D^^ 

^ l^^iti- Y ^) ^ J- k 250 mg) * 17.75 ^r^^i?* 

tl^ A2 nf^^K mx.it ) ^ 2 N 

J^gl (l5ml)ih^°°'J"*A^-^ (3xi0ml)<i:K^ 



_in9i 



^-^^i* ttl fft^TTk ( 2 X 100 ml)i? X {>*iyi7k ( 10 

xt>' 0.88 Tkl^Tv^-T { 300 : 10 : 1 ) ©a 

( 80 mg ) (7JM.t/StmMlk^ ^ y - ^ ( 1 ml ) 

mi^^iju^fta ^mm^p^L. itnutLx^ 

{ 40 ml ) Xif^^lLX^ Wmit^^ 
( 240raff), rillA 138.5 140' V ^^ft^ 

mu 5 

C.( 2 - / i-J^ ' lH->f ^ ^ / - 1 - ^yu) 
/*^>^3 - lH-:^yi^^^//u-4"j<- — >^ 

fai 7 <o^W.m (30.0g)5:ja5f5#smTK:-C 

zKlg{bVf^C^T/^?=!>A ( 7.75ff ) 

7^ h 7 t K D 7 7 V ( 750ml ) « fil y0[ (C Jljfl A 



!$B|B3G0-214784(12) 

5* HgO ^ 100ml ) i> X O'tK ( lOOml ) -T!i£;ftgS 

<*Ku. «BE«ieL^ ^Lxm^mi^f^^ ^ 

° /i^ / ^ V { 2X 500ml) rfiSmbTto ^fiftJft W 

Lxmm^m'-m ( i6,4g ) * 

y*C=t*--<?^^>^(Kl«a«lg6l)60x 
( Merck) 7747^ 500g ) ±<Om9^ (short path) 
*^A^o^hiJ^77>f-rcXi?^ ^ ti / 
'^^ X ^ y - ^;fc« X 0.88 Tkl^T = T (150 

: 10 : 1 ) otg'^^terflfif* Ltftan u mmit^ 

llb^mi^ ( 13. 4g) t LX^^o 
TLC^ y^)ijs c /i-y ^ i^/x^ y 
0.88 T:^*-T ( 150 : 10 : 1 ) Rf 0.34 i>X 
0.36 { 2m<0 -Jr i^yi-^^W ) ^ ^t^V. 
V. ±pX?>* 3 ^^^ta^S^o 

N.ra.r. ^CCDClg + CDjOD (1^1?)] 1.6-2.3 
**XCf2. 6-3.0 (5H,m),, 2.32 iJ'XO:2.40 
( 3H, a+a , Zl^ (D ^ ii: ^i^i^^ (D fAe ), 3.32 
( 3H , a , NMe ), 3 . 65 - 4 . 3 ( 2H » m , CHCH2N), 



4.75- 4.85 ( lH.m,^-OH) , 6.8 -7.8 (CH, 

It2,3,9-7^h7t^ Pp-9->-^a^-3- 

y^A^J - 4H-^yu^^/^-4";^y' b Kp 

m$^2 (D^mm ( 2.0g ) 4?Xi/2 - /f^A^-f 
? ^ / { S.Og ) OJte»i?y ^ A'.-f. yuA T ^ r 
(30ml) *§fl9[3:^iR3S^ffl$RT(C 95*" frCtl6.75 

^ Ux ^/%iS£l* A r ^ ( 3 X 2ml) 

*^x c/i«£*fex -7^ ( 2 X lOmi) -c<$t?^ e^K: 
Jfefiife L;t„ # bn;tlia)^'^ ( O.eog ) ^mii^=^^ 

(30ml) ix^y - A'^JfiifcTki^ ( 1 ml) 

i!:<Oi!l#'©4'K:«S«-$Hi:^ -t U T 6ft ^ ^ ta ;t aC> 

P^fc^Jftx-x A^-C^lfejP? LXmM^ ( 0.6g) ^ 

-ctsi>a^b'&'-t&*tai^%) ( 0.27 g) , asiAise- 



187' , t LX^^o 

^^^fflOfl : c : 61. 9v H : 6.4v n : 11.8 

Cl8%'^30-HCl-H20 OttWfl 

c : 62.3. H : 6.1. N : 12.156 
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?JBaB3G0-214784(l3) 



m I S 









I 


S .Ml 

CDS 

ft 

(ff ) 


38^*^ ? 

Sft. V 

(g) 


@ft 

(ml) 




is) 




^ ^ ^ 


^ m ( S8 ) 






r3 


r4 


^ ^ 11 
C H N 


tf n m 

C H N 


lb 


CH3 


R 


H 


H 


2.00 


4.10 


30 


HCt 


0.78 


199. 5" - 
on rt c* 


Cj^Hj 7N3O. 
HC I 0 8H0O 


62.05 5.5 12,7 


61.8 5.9 12.7 


Ic 


CH3 


H 


CH3 


CH3 


0.8 


0.6 


5 


— 1* 


0.50 


151" - 

1 Oi£ 


C19H21N3O. 

0 w r* n oH^n 
^4 "4^4 ' ^ ' ^"2^ 


64.6 6.0 9.8 


64.7 6.0 9.8 


Id 


CH3 


»Pr 


H 


H 


3.2 


2.9 


40 


HCI 


1 .0 


178* - 
182- 


^20 "23^3*^- 
HCI .O.SHgO 


64.9 6.9 11 .2 


65.5 6.9 11,45 




Me 


H 


CH2Ph 


H 


0.8 


1.2 


5 


HCI 


0.25 


130-135' 


^24^23^3^- 
HCI .O.SHgO 


69.1 6,1 9.9 


69.5 6.1 10,1 


If* 


Me 


H 


H 


CHgPh 




0.05 


l70-i74' 


^24^23^3^- 
I.5H2O 


72.8 6.2 10.5 


72.7 6,6 10,6 


IE* 


Me 


A 


H 


H 


1.0 


1.6 


30 


HCI 


0. 30 


150-155* 


*^2 3*^27^3^* 
HCI .O.3H2O 


66.5 7.55 10.4 


68,4 7.15 10.4 



* 2,3.4,9-^h7fcKp-9,N,N.N-7^h^y ^lu- 4-;4-#y-lH - *yu^^/A/ - 3 - / ^ :t ^ - • / Y 1^A'7 x - h 



( n.F.Taber , J .Org.Chem. 1982^^^ JT, 1351M) ^CJ: *) :? ^ / ^x/o:^ 
y-A./'0.88Tv^^T ( 300 : 10 : 1 ) T#&«iUT:fl^«4L^o TISO N.M.R. 




Rl dd = ZLmm.OZm'm. 







1h NMR hA^ ( 250 MHr 








i& m 






















H-5,6.7,8 


CHg-l i?XO^CH2-2 


H-2' 


H-4'iJ^XOV 


le 


dg-DMSO 


7.2-8.05 


2.91-3.25 1.75-2.3 


4 .47 (dd) 
4 .64 (dd) 


9.20a 


7. 558 


If 


CDCI3 
4-DMSO 


7.15-8.05 


2.6-3.05 1,75-2,1 


4.02(dd} 
4.63(dd] 


8. 17ft 


6.93s 


U 


dg-DMSO 


7.2-8.05 


2.9-3.3 1.6-2.2 


4.42(dd) 
4 .73 (dd) 




7. 61d 
7.70d 
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n 2 

I,2,3t9--rhyt: yP"9-y^A^-3- 

- 4 H-/yA^^^/A^ - 4 ' pt > ^ • 1/ X — 

l»2»3,9-xh7t: Kd - 9 - / T - 3- 

4H-:*/u^»//u-4-^x( 300 mg)^|jftjc^ 
y -A- ( 5 ml ) ^^rcuffiw^ -t L-C-'^ i^>f 
( 116mg) r^a:* U?to afej^^ 

fia^tTiP^L^ L-C<£i* Lr^ ^Hift^'to (300 

mg ) ^ 132.3" V *>f#7to 

f^3 a 

l,2,3,9"7-h7t: Ko-3 - ( IH-^^^^ 
/yu - 1 - -f/i^y^yt^) - 4H - ij /u - 4 

- Mr y 

Si«l 1 (D^WL-m (0.84 g ) i;- J: Cf' >( ^ ^ /->v 
(0.90 g ) Oi^y^A-^^A-AT^ r (25inl) mWL 
^ 105" (C6(#|^>JB)?HUv 7k ( 200 n.UK: 



RfflB3G0-214784(i4) 

-tLtC^y^^^A (Merck 7734) ±-C 

s^«x^/u/> y -yu { 4 : 1 ) -c^&gi Lt Jif 
^-^-c«iijb#^ ( o.o95g ) ^mikmw. 

220-222" , t Lr#;to 

TLC-;^t;;«;, ^ u ^ ^ y / :l ^ ^ ^ / 

0.88 ry^:^-r ( 100 : 8 : 1 ) Bf 0.33, 
u.v. CA' 3 !><ke^Ko 





92 



1 1 




r4 



b3 



^ 0 ^ 





r1 




(1) 
r3 


R* 


S.M. 
» 


/-A 


(ml) 


(^ftfl/OC) 




(g) 




ft-5,6,7.8 


^ 0 X ^ a hi/ 

CH2'lti'lt/ CH2-2 
H-3 


> ^ U V 
:^ D h X 


H-2' 


H-4' J^XOf 

/xwt 

H-5' 


3b 


H 


CH3 


H 


H 


6.60 


17.00 


75 


17.25/^00 


- h 


0.40 


155- 
IStf* 


7.1-8.05 


3.0-3.25 1.9-2.2 


4.29(dd} 
4.69(dd) 




7.57d,7.67d 


3c 


H 




H 


H 


7.00 


10.50 


75 


ia^5 




0.48 


154.6- 
156' 


7.15-8.05 


3.0-3.25 1.9-2.2 


4.32(dd) 
4.7^dd) 




7.61d.7.69d 


3d 


H 




H 


H 


3.00 


3.10 


25 


24/100 


X 

- h 


0.61 


100.5- 
102* 


7.15-8.05 


2.85-3.1 1.8-2.05 


4.28(dd) 
4.71(dd) 




7.59d,7.7ld 


3a 


H 


H 


CH3 


H 


1.00 


2.2 


S 




- h 


0.16 


144- 

145.5" 
143- 

144' 


7.15-8.05 


3.0-3.20 1.75-2.25 


4.48(dd) 
l^e^fddL 


8.978 


7.46f 


3f 


H 


H 


H 


CHa 


lQ/% 


ux 
- h 


0.09 


M5-8.05 


3.0-3.20 1.90-2.20 


4.29(dd) 
4.74 (dd) 


8.93a 


r.41i 


3g 


H 


B 




H 


1.80 


1.0 


20 


2(^00 1 


HCl 


0.11 


142- 

3 

146* 


r. 1-8.0 


2.9-3.2 1.75^.1 


6.32(dd) 
9.70 (dd) 




7.75d 
N63d 



dd = ~ M^fiio-ff^ 
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L-t^tti*^^r*/-'^'>^^ - ^ ( Zorbax-Sl I) 
±©^(i6^ h. p. 1 .c . X !? x/fi^^i^ 
A'/x^y-A./0.88 rx*-T ( 400 : 100 : 

100 : 0.6 ) xm^ LX^m Li^o 

CH3 

l,2.3,9-7^h^t Kp-9-y^A^-3- 
C (2-y^A'-lH-^^^/>^-l-^>^) 
y^yu] - 4H-^yi^^^>^A^-4-;rx 

1.2.3,9-7*h7tF*D.3-C (2->^ 

^ - iH-'f i^'/A^-i-^/^) y^^D - 

4H - i3 Jf^ - 4 - ^i-V ( l.Og) 

^^/ujf.A-AT^ hM lOml ) ^gitt*^*3S|H^T 
rct^;^IC^lS<b:^^V^'-^^(rt^^ 8056. 0.1 Ig ) © 
ftiUfe ^/i-7^/uAT ^ r ( 5 ml) at?. 

«#aLrc^raA/to o.5t^W^. i;/ 7 x - 

(0.34ml) %3fra^^ ^ L-C?efl9[*^®^C "C 4 ^ 



( 3xi5ml)t<?lc^l^L-eL-t$£gfcLT, # 

mit^f^^mmt^ { 0.25 8 ). stx^ 223- 224*' 

( ^)ME ) X Lt^Tto 

TLC 'j ^ a o a/^ ^ y - A^ ( 93:7)v 

0.27. tfetoU.V. i*^ i a" 9 i^^ta^®. f«Jla 

^ I ^ P^iB L ;t O <t (Hlti © T it L 7t o 




m f m 



0 Rg O 

H ^4 R3 V ^4 

^ 

t^itm b2 r3 r4 (rt) iSi>^ ^ ^ ^ n m ^ 





r A- A^itm 


b2 


r3 


r4 


(RT) 
(t^M) 




(ff) 




^ ^ ^ 


n m M 

C H N 


(1l>) 
tt » 1S 
C H N 


4b 


Me 2^0^ 


CH2CH3 


H 


H 


0,5 


HCI 


0.13 


211- 
212' 


C19H21N3O. 
HCl.O.SHgO 


64.7 6.6 11.8 


64.7 6,6 11.9 


4c 


***2^^4 


CHgPh 


H 


H 


4 




0.32 


143- 
145' 


^24^23^3^* 
C4H4O4 


69.35 5.5 8.5 


69.3 5.6 8.65 


4d 


Et 2SO4 


CH3 


H 


H 


6.5 




0.67 


159- 
160' 


Ci9H2iN30.C4H404 


65.15 6.1 9.85 


65.25 5.95 9.9 


4« 


PhCH2Br 


CH3 


H 


H 


5.75 


-TUX 


1.00 


150- 
151.5* 


^24^23^3^' *-4'^4^4 


69.1 5.65 8.55 


69.3 5.6 8.65 


4f 


CH3(CH2)5l 


CH3 


H 


H 


7.25 


-TUX 

-h 


1.16 


118- 
119' 


C23"29N30C4"4^4 


67.4 6.9 8.7 


67 .6 6.9 8.8 


4g 


Ph (CH2) 3 Br 


CH3 


H 


H 


5.75 


-tUX 


0.84 


95- 
96.5' 


^26^27^3^ • 
C4H4O4.O.2H2O 


69.5 5.9 8.0 


69.7 6.1 8.1 


4h 




CH3 


H 


H 


4 

50t>C-C) 




0.14 


50- 
51' 


Cg 7H3 7N3O . C2H2O4 
. 0 . 3H^,0 


66.7 7.8 7.8 


66.6 7.8 8.0 


41 


St 2CHOSO2 


CH3 


H 






HCI 


0.12 


131- 
133* 


^22^27^3^*^^' * 
l.lHgO 


65.8 7.9 10.3 


65.4 7.5 10.4 



— inzs- 



ihmso-zimi (ie^ 



T^O N.M.R 7*-^;6S^§f>il/t„ 








NMR :x ^ ^ h I 250 MHt KXU^tl^b ) 














H-5,6,7.8 


cHg-i ii^xo^cHg-a 

H-3 


H-2' 


H-4'iJ^XCf/Xf± 
H-S' 


4g 


dg-DMSO 


7.15-8.1 


2.9-3.2 1.9-2.2 


6.29(dd) 
6.68 (dd) 




7-55d 
7.65d 


4h 


dg-DMSO 


7.2-8.1 


2.9-3.3 1.8-2.2 


6.26(dd) 
iJ-XCf' 
6.65 (dd) 




7.42d 
7.57d 



^ 5 

9 - y^P^yf-yu - l,2,3,9--rh 7t ro 
-3-C (2-/f^^-lH->f;^//u-i- 
>fyu) yf^yu] - 4 n ' j} - 4 - j^x* 

-T u 3: — 1^ 

l,2.3,9-xh7trn-3-C (2-^^ 

4H-*A^^'/A' - 4 ' it :y { 1.20g) OJ^E^fe 
> f^>a.mA.A T ^ K ( 9 ml ) i^^fKSr. 7K5(5<t:^ h 
y tf^A (rt^'^'SO*, 0.1 4g ) 0^£^v>>^v^^^^ 
AT^ F ( 2 ml) fl(fc^^?t«flWfl3tfrC^5p6?^ffl^T 

-^i^i^'i^ ( 0.51ml) *;tni;L-t L-T:^Jt^^^g/a^^:loo" 
18.5 ^/tij^;fl*lft L;t. fl^ttfr U. JJcKtR 

(100 ml) tftiaRx^yu ( 3 X 70 ml) t Hd^f^ L 
(2X50ml)^ Zlc(2X50ml)4*'X e>'iS;!fC ( 5 0 

ml) ri5fe#Us <ei*Lx L-t L-c^ p 

0.88 T>^^ = T( 150:i0: 1 ) CDta-^itelT^g 



«t U-CfflSSli Ur, ( 0.27g ) Srff^o CO 

fft*fc^te»*jS<rfEfflite7K^^ y -A- ( 7ml)£f>^C«3d» 

•tL-c-TU^>^gfc( o.log) ojftsitffliteTK X ^ y 
-A. ( 0.5 ml ) mw^^nsLit^ mmm^0M 

L-t L-C«£ft x-T->^ ( 20 ml ) -Ci^l^f^ U;t« 
^§bix;t^ia/rA*fc:<Kj3:i$£fifei-7-A. ( 7 x '^mi ) 
Tf5fe^Ux '^t?-fr^«#Ki> XCX(5ts(Sfi^R^rfifel«Un:o 

( 3 X 5 ml) Lt«i* i^T. mm<Dm, 

^B^l^^m^ { 0.058 g ) . «;S1104.5*- 

loe-* , t Lxmito 

^^^tftflit C : 65.95. H : 6.4v N : 8.6 

^22^25^30 •C4H4O4 .0 . 6H2O © at »it 

C : 65.8 . H : 6 .4. N : 8.956 
l,2,3,9-7^h^tiK'P-3-C (2-y^.v 

-iH-^r^'^/A- - 1 - >r^) >^A^3 - 9- 

(2-:/p-g.=.A^) - 4H-^A^^^>^A^--4-;^ 
V • U X — h 

1.2,3,9-T-K7t:rD.-3-C (2->^ 
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JfBIB3B0-214784 (l7) 



- 1 H-'t i ^ / ' 1 - ^A') - 

4H-*A'-'/>n.-4 ' ± K l.Og ) Oi^jt* 

'J A ( rfttf' 8056. 0.12 g ) OltsSfe > f^^?^ 
>^ A T ^ r ( 2ml ) ^|$ ^?%^S;fSfl3L^c Ju;t^o 
0.25 »^(«^. :^<tT t; ^^r^ra^. ^§^*;!K(75 
nil ) tlS^WL^^ ^ { 3 X 50ml) ^^^-fi 

^(co" ic-c 0.25 ^ra^ LT:^(a^-C20B#iy3a 

^^L^o 'B't^-^rt^^ttllfttfl^K^rTlc ( 2 X 50ml)j> 
>'^ ^ y - A'*^ X 2>' 0.88 Tv-=e-T ( 200 : 

10 : 1 ) ©ift'&iteiri§i«i L-CJffliii Lt, la^^^j 
( o,43g ) ^mit^ ^<omm^^m.mmmy^:^ ^ 

y-yu ( 2nii ) ff«:^2)»L^ -tL-C^^"l vge 

( o.isg ) ^^m^muiii^^ y - { 1 TtiDmiSL 

*;jD^7tc »^/K^:iPjaLx lEift^-T-A- ( 4ml) 

^-•rA.{ 3X5 ml) riSt^U^ L-Ci^fi^fe b-Cx 
ib'^'te^r afeigdi*: {0.48g )^ 150.5" ~ 



i5i\ t {.xm-fto 
^m^mm c : 66.3 . H : 5.75 . n : 9.6 

C20H21N3O.C4H4O4 

C : 66 .2 X H : 5.8 X N : 9.655& 

mi 

1,2,3,9 - 7- Y y \^ - 9 - 

C {2-^^/i^-lH-^$^/A^-l-<>^) 

y^^3 - 4 H-:^^^^//t^ - 4 - 

3-C (c^^^A-T^yl^^A^] -1.2,3, 
9-f-h7e Ka-9->f-A'-4H-*>'^^'/ 
/i- - 4 - V . t r P n U 1 . 7g ) O ;K ( 17 
ml) miSL^ 2 - y^A^-f ?i*^/-A^( 1.4g ) -c 

%?*iP7au-?rL-C5S@'te^*7k ( 3Xl5ml)-Cdt^ 
U-Cx m$4^JK%J ( 1.7g). 221 - 221 . 5\ 

i^/to ^(omi^^ ;^ ^ y - j^t^h^i^Bi^^x 

m^^t^^ ^ 1.4g). «l;i^231~232". 1:4#7to 
TLC K t h <D^mmt\^—'C:h^fto 

1 . 2 , 3 , 9 - 7" h ? tirp-9->^>^-3- 



C (2-y^A^-lH->f^^^>^A^-l->f ) 

- 4H-^A^^^y>ri. - 4 - 

gl$i!3O^J5Kil^j(0.5g)i^X0^2 - y^y^-f ^ 
iJ^Z-A- ( 0.4g) OTfC ( 5 ml)ffi|ffi);fR^:20l^f^da 

$!E5a«vL7to ^iP L7tK;c>ii-^it^35r iPig L-t L-c 
^S'-^^ttK ( 3 X 10 ml) r(5tif^ Us L-t U-t 
y if y - A. ( 18 ml ) 75^ bSiiSai5-e-c. W^mt^ 

% . Sdl^ 232 -234" ( ) . =S: 4§ /to 

TLC K ihtmA<of^m.mt\n—xh^it. 
m 9 

l,2.3,9-rh7t: Ko-g - ( i-jif=-/u) 
-3-C (2->^A^-lH->f<-^//u-l- 
-fA^) >-^^j-4H-;)t?/u^?/yt^-4-;j-x- 

Tk^fb:;^ h i; ^> A ( 80?6rS^HcSci*;x 0.208b) 
*x 0^CCD1.2,3,9--rh7trp-3- 

C (2-y^A.-lH-^^i*^>^/l'-l->fA') 

>^A.3 - 4 H - -n A. -^^/ ~ 4 - (1.93g ) 

© DMF ( 35ml ) f^tt^fl^^iCJfJDA. -tLt^.^n^ 
fiS^^yK^: O 1CT O. 25 0^iffl^t^ Lfco 2 - T^o 



A:/'D>*v(0.78ml) ^: Jd^^ L-C^5l^^*^ia 

J^S^a^liZI^'^St :^ h >J A ( 2N^ 200 mDi 
15^^ ji^^ ( 2 X 150ml ) i t^^K L;to 
/t^«I^Attl«t1:7k ( 3 X 75 ml )-Ceti^ ^i* U 

7-f-^xf?5^^oA/> ^vrx^y-A'irv 
( lOo: 8 : 1 ) T^gsi L-rffiM U-Cx f& 

^fc^lSZF^^fco COrte^tfc'^Sr i y ( 3ml ) (4^ 

fetai*^ ( 0.13g)x gJAi^ 230'- 232' . <kL-C^# 

^^^(ttiliit c : 65.3. h:6.6. n:ii.i?6 

^20^23^3^-^^^ .O.SHgO CDft^ft 

c : 65.4x h: 6.9. N : ii .45* 

fno 

l,2,3,9--rh7ii Kp-9-y^A^-3 - 
C (2-y^A^-lH->f'^^/A^-l->fA^) 
y^A^J - 4H-:^A^^^/A^ - 4 - e Ko 
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•i y^^a.^y-A^ ( 90ml)<i:7k ( 18.3ml)0 
^iSi^^f^O I f 2 , 3 , 9 - 7^h7t ra - 9 - / 

1 ' ^ ) / -in-i3A^^^/A^-i - ^ 

y ( 18. 3g ) ( 6.25ml) -c^a u?t» 

A- ( 90mi ) rife f^L -tut Mia w:ri7^(«ift^$ 

L. 2 • L-t U-CS^'teSriF^ L;t (21.6g)o 

K« ( 6g) 6 ml) <b^yyn.*y-^ 

( 10ml) i<oift'a'^i)»e>Si^^-5-^-c. ^m\t^ 

*te5rafe#SA(ai*;(6g). flSl/i^ 178.5-179.5% 

^^^iHlJlt C: 59.45 vH:6.45,N:ii.5 
Cl2"l9N30-«CI .2H20Ott3§:M 

C : 59.1 ^ H : 6.6 ^ N : 11 .556 
iif-^^'^^.m^ 10.235S 
^1 8"l 9N3O -HCI . 2H2O© ft aiM 9 . 8556 

l,2,3,9--7-h^tKo-3-C (2-y^>^ 
" IH-^ ^^/>ru-i - >fA^) y^yu] - 9- 



?f 83.8360-214784 (1© 

- h 

I ) 3-C (';^/f^A^T^^yi>^>^3"l ,2, 
3,9"7^h7b rp - 9-7x^A^-4 H">t?A^ 
/ - 4 - ^ y ■ t F p o ij r 
l,2.3,9-7^h^t rn-9-7X->a.- 
4 H - *>v^T/A^ - 4 - ;i- > ( 3.90g ), 
r i :^ \L r o ^ p 1; hM 1 . 50 g ) iJ- Jt O' ^* 7 ;t; 
AT>V7*t p ( o.eOg ) ©3ic6F®^?ft*^^R#ffl 

^^-cisefitTwi-c 42 t^lW^t^^L^ &^^u-tL-c 

L<^o ^seiSfe:tf'-«^^i^^r;jc ( 50mn , 
^^ftx^y^ ( 50ral)i? .tCf ^Zk (20ml)<t^«:, 

Uv ^-^Sfei-TA- ( 4 X3Cml)-C(5Ei^L-t L-C|£ 
1*LT. ISgjSffc'&^a ( 4.2g) *#?t„ CiO^m 
m<D — ^ ( 1.0 g ) *JS^ZK^^ y - /I' ( 10 ml) 

(0.39g). fiJAldS'*'- 194M ) ^ t U-c 

I) l,2,3,9-7^h7b Fp-3-C (2-y 



^A^ - lH->f$^//u - 1 - -i ) / ^A^3 - 
9 - 7x-A^ - 4H-3t7>v^^/A^ - 4 - 
u X — h 

2->^A'-lH->f5^/->v(l.4g)^a 
^^HaTVCr. 3 - C ( ^A^T 5 y ) > ^ 
^ ') -1.2,3,9-7'h7k: rp-9-7X-/t' 
-4H-*A'^'>^>fu-4-;i-V* t r a ^ a \) p 
(2 .Og) OtK ( 20ml)ffti$(»fle^K;jn;t^o 

9o*rc-c 43 (^wi;jp^ ^Lxmm^ t^n 

Ut^E«^ L^o ^S5fel*C«ifefaf*^ ( 2.04g ) 

©^P^h^77-t--Ci?:^P^y^:^x x^y 
0.88 jjCftfe T X* - T ( 200 : 10 ! 1) 
Ota#^-r<g«g U-ca^iSi*: ( l.U) 5:4#7to 
t:0|&f4:(Dx^y-/u( 3ml} «^0t*x^y->fu 

( imi)tf><DTu>fxfiK( o.4g) ria^u>i):v^ 
•r^fifex-T- ( 40ml) -c^a Lx -t u-c^ 

A:tfei«55:4$;jgfex--7^^ ( 2 X 40ml) ^mV^X 



SC^LtTx «ffift#4iJ^:^ y - (1.37 
g ) . flfiA 165-166* ( ^)S? ) . ^: U-C4#^o 
^^!fefi!Hi[ C : 68.65 X H : 5.5 . N : 8.7 

^23^21^3^ • ^4^404 <0 ft « it 

C : 68.8 X H:5.3x N:8.956 

mi2 



1.2,3 


. 9 


- 


h ? r p - 


^> - > 


- 3 - 


C ( 2 - 






- 1 H - ^ ^ 




- 1 - >f A- ) 






4 H 


- ij "/ 


- 4 - 


;^ V • ;n 7 


X- h ( 


1 


: 1 


) 






1.2. 


3 , 


9 - 


7^ h 7 r P 


- 9 - 


> A^ - 3 - 



C <2->^A.-lH--f5^/A^-l->fyi/) 
/^^A'] - 4H - ^A'^^/A' - 4 - ( O.eig) 

5:x y >^«fc ( 9056. 0 . 13 ml ) i zK ( 10 ml ) <b © 

mWi^m^ycmmi.. -->r 7 p (Hyf lo) srdis 

g ) . fiSX^ 225' X i'fi/to 

^^fiflum c : 55.1 , H : 5.6 X N : 10.55 

C^gHjgNgO.HjPO^ O ItHit 

C : 55.2 X H : 5.7 X N : 10.7* 



m\3 

- h ( 2 : 1 ) 

l,2»3,9-xh^tKa-9-^^>a^-3- 

yf->v] - 4 H - i3 ^^^/ - 4 - Ji-x (0 .89g ) 
S-^^xva^ (0.58ff) <D:t^y-A. (20mn 

5:^ T -fe h ^'/Tk ( 2 : 1 ^ 2 ml ) ^'^iStJ- L-t 
U-C T -k h V ( 20 ml ) T^&f^-f & t i: W: X 
^•^•^-Cx ^iSi^t-^q^ ( 0.6g fift;^ 162'*.S'^# 

^J14 

1.2,3,9--rh^ttFQ-3-C (2-7^Ptf 
- 1 H->f ;^/A^ - 1 - ^/i^) ^^/uj - 4H 

~ i3 / - 4 - t Kp^p V K 

H-r;^i*'v(0.75ml)5r^ 3-C('^>^ 
^r$y)^f^A^]-l»2,3,9--rh7t K 



}?iaB3G0-2l4784 (19) 

p-4H--^A'^^/>v - 4 - 2. 9g 

DMFOpmU it^$fl§ffl3[fc^fD;t^ -tL-c^gi^s-^ 
iaw:r30^M?f t^i L/fco 2 - ;^ p ^ - 1 H - ^ 
? ^/-A- ( 2 g ) ODMF(5ml) *g^5:j!ra;t. 
•t U-tSftt* 100t:(C-t 2 Bfa(t# ^mi^'t 

L-C^»:f- h !> A ( 2 N. I50ml)tfi^®i^ 
A< ( 2 X 100ml) t CD|«K:^6£L7to ^t>-^/t!* 
tUflJ^Tk ( lOOrol) Tfife^Ux ilEift L-t L-Ci^E 
-^Tto p-^ b -7 ^ - 

T ( 400 : 30 : 3 ) TSf^L-CltlSi iJStlil^^ 
(1.2g)<tU-C#/fco (0.2g) 5r 

jfe7K:t^y-A^( 5ral) tf'^Cfi^WLx - 7^ A' <4 

i^^txk^reftftfeft u-f: u-r4£«i^-x A..( i^j 200 

ml ) -r^f? U-C. rft4fciteSr^#;to ^IfiKtiKlX 
^rt^^q^fllgrfi U-Ctia^^(^ ( o.isg) 5r^D;to 

206*'-208T; ^ ^^7t„ 
^W^Piffi C : 65.6 . H : 6.8 > N : 12.0 



CjgHgiNgO.HCl 0.2H2OCOttllil 

C : 65.7 X H : 6.5 X N : 12.1* 
N.m.r 5 (CD3SOCD3) 0 .94 (3H. I rCHg)^ 1.77 
(2H.A£-^» CH^CHgCHg)^ 1.9-2.15 X 
2.95-3. 2(7H.m)^ 4 . 32 1?- X O' 4 . 71 (2H, ABX, 
C HCH9 N), 7.1-8.0(6H. ) 
fH5 

l,2t3»9-'y-h7erp-3-C (2-rp 

\fA^- lH->f i ^ / • 1 - ^A^) y^A^3 - 

4H-^A^^^/A/-4-;^y' b rp^Qi; r 

1^ 3 g ( 0.03g) <0 > ^ / - A^ (I5ml) 

l^^ir '^lai- X t>''^ffiK:-C:^j^J:iCffl^|F L/t 10 * 
eee^t-*^ X A ( 5056 7k&-s - ^ h ^ 0.03g) J: 
r 4 lMFl«l7}C^fei?^;JD ( Hglilii^. 5 ml ) o «b 

SfefeK*: { 0.03g) X fi^l;^^199*'-203t:^ i U 
t (Oq^i^Wi TLC i^-XO'NMR X <?!114 CD 



me 

l,2,3t9-xh7tirp-9->^pe'A^-3- 
C (2-:/'pt!'A^-lH->f$^/A'-l-'fA^) 
/ f- A^ '} "An-iJA^^^/A ^ -4-;^>^-tiKP 
p 9 K 

TklS^k:^ h U A ( 8056 f^^tkt* ) Sr^^^l^H 
I^^Ctv <?lil4©^fej5K'te» ( l.Og) <0|£1*DMF ( 20 

ml) flt^$i§f0[K:.;JD;L^ Lt: m.iaKi-cao 

^l^^l^ U/to 1-7^pa;/'p^*>^( 0.35 ml) 

^:»B;t. ^ L-C«]f0i^: 40t:w:-C20t^f«itl? L^o 
(l^E«?«^r ^St;^ h V !> A { 2 N. lSOm\) t^m 
:c^>v ( 2X 100ml) tK^^i^ft^ ^iD-^itm 
miA^TTk ( lOOmI L-t L-Ci^ff 

«8i^^-^-Crt^^fc%)^:if#n:o ^ ^ ^^'-tel ^: ^ a a 

->'h^7:7^-K:xi?> v?j^PA^y^v:x^/ 
-a^:t>'*-t{ioo:8 :i )-c^§J^iL-Cfll 

^<«zi*ite7K3:^ y -A- ( 5 ml) ^ wirs^^^Lx X- 
7^ A.ii^^k:?K5ftT^i4ft -t LT4i£^x--f-A. 
( 200rai) "C*JP^L7te X A-^r^fiK LTfcrffl^t*: 
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mii\h^ij:^ h L-C^iJ<0 4£l^i -T^yi- (200 

N.m.r. a (CD3SOCD3) 0.90 i*" Jt 0 . 93 ( 6H. 
t+ t,2xMe), 1.65-2.2 *^ I D^' 2 . 9-3 . 25 (lOH, 
m), 4 . 19 (2H. t ,CH2CH2N), 4 . 32 ii- X O' 4 . 71 
(2H,ABX.CH2CH^NK 7 . 15-8. 1 ( 6H.m, 3§f ) 

^^^S'Jll c:66.6.h:7.7.n: lo.o 

C22H27N3O, HCl . 0 . 7H2O© It^fil 

C : 66.3 , H : 7.4 , N : 10.5 S6 

l>2t3,9--7^h^fcKp-3-[; (2-> ^ 
A--lH-< - >fyi.) y^A^J - 9 

-:/'a t>'yu - 4H-3»/u^s'/yu-. 4 - ;j->' . 
h 

K ( 5ml) t<Om^^m^<Om^ 0^j5K4& 

( o.86g) xc/^fE(^-r:j^5RKffi 



it ( H2^i&^= 70 ml )o tt$IE*Fii^jji L-t L 

T*!jl5ml (CU/to ^S^^^rfllflJLx 7k (50ral) 
Xl5rol) Tifei^ L-t U-r4£^ Lt «J5^ ( 0.73g) 

Lx FiSL. 'tL-r^i/'f;^®{ 0.25g) o«i!tt 
^^IRtKx y - A. ( 1 ml) fll?0t5:;jDA;to flll^i& 
«Sr4£i*x-7-A. ( 50ml) r:ft^ L-c. ^.Sib-^ 
( 0.84g). 150- 15r , »^;to 

^^%,m\m. c : 65.8 . H ; 6. 1 X n:9.3 

C20«23N30.C4H404O^mfiS 

C:65.9xH:6.2x N:9.656 

Ir2»3>9-xh7fc Kp-9-j'^>v-3- 
C (2-y^>v-lH-^$^/yu-i->f/t.) 

- 4H-^/i^^^/>>u - 4 • ± y 
(I) 3-(^P>uyy/u) -l,2>3,9--7"h7 



Ko-9-^^A/-4H-^>^^?/A^-4-;^ 

x-"r ^i^iS^b/k^ (3. Oral) 5:, m^Z 

( 1.90g ) Oi?' o B tT. A- A ( 15 ml ) Jftl^^iK^^ 

^®w:-c 16.5 ^iyi«4? *;s&««gLx ^u-c 

^'SmM'-^ i 2.27 g) y X. ^ u Y y y 
^b-^ffef (1.75g ) . ^«t^ 109-110.5* . S:#;fc„ 

((!) l,2,3,9--rh7H Kp - 9- >^>v- 
3-C (2-y^yu-lH->f:?^/yu-l->f 
V) y^^] - An~i3A^'^^/j\^ - 4 " pt y 

3 - (j^o/u;^^A.) -l,2,3,9-7^h^ 
i; K P - 9 - > ^ A- -4H-*A'^-7//u-4->j- 
V { 0. 50g )i?'X0^'2->^A' - 1 H->f 
-A- ( 1.60g) ©l^^DMF i&/R^r^5«#ffl^T 
T 90*^ (^-C 3. 75 (^(a]«|$ iJ^llCTlC (25ral)^ 



i-flRLv 7k ( 3 X20ml) TtJt;^ L-t Ut 50*' 
L/to C<omM^ iO .5Z8)<D iJ y 
A^P-^h^^7.f--t.>»^PA^>^x^ jL^y 
-vui^Xj>' 0.88 7k<4Tx*^T( i5o:ib:i) 

om^^^xmm't:^ t. ^ii>fk#!«3 ( o.45g). 

filA 228 — 229"x ;*i#biX7to CO^J^^HTLC 
i^XO'NMR frCJ:2,i:«?!17 0^gt<«Z)<t|^-T«>tP 

l,2t3,9-7'h^ti Kp - 9->^/u-3- 
C (2-y^>u-lH-^e^/A^-l-^A') 
^ ^ 3 - 4 H-;tf>vx^>rA^ - 4 - 

2 , 3-.:;;^pa.-5 . 6--;;-:^T/-l , 4 
- ^ V / =^ y X ( I70mg) 0^fefe-f-h^tKp7 
5x{i.5ml)g?#0E5:gg5RTK:-C. T^h^t 
y y y ( 3.5ml)i7k ( 0.4ml) t<D^A'^tm^<D 

mm 4 (o^m.m ( loomg) ^^Wi^^^^m^Km 

*^l*flE«<e LTto ^nm^m<D p y J. ^ a Y 



0.88 Tx^^T ( 150 : 10 : 1 ) oti#«t&-c^» 
Ut, mmit^^ { 45mg). 227" ~228.5\ 

^mto t ©ffej^aW: TLC X{>' NMR ^ i >& (t fi?IJ 
7 l*i--C«>^;to 

l,2,3>9-7^h7ii rp-9-^^A^-3- 

2 , 3--:^^an-5 . 6-i?VT>'-l . 4 
-'«:x/^^y>^ ( 80mg) <D^^^ h ^ t P D 7 7 

V ( i.srai) ^w.tm.myKx. X h ^ t r P 7 

( 3.5ml) ixK (0.4ml) iOiife-^ife|tt^Ogl| 

M 5 ©^jastfl*!! ( loomg) (omn^^mmu^mm 

^D^h^77^--C.;;j^PD^^i^^ i^y- 

v^*? xr>* 0.88 T -^T ( 150 : 10 : 1 ) ©a 
^iljs-tigi^L-C. ^H^fc'&'-fei^ra^i.ei^^/ (0.47 

g ) . 22 7 .5" - 22 9' . t CTif#/to 

TLC i?^ X O'NMR k: X * 7 cD^fiKfteit 



W21 

3S-l>2.3.9-7-h7t:Kp-3-C (2- 
i ^ / A^ ' \ - ^vt-) >^v^3 - y 
- 4H-;t;yt^'^^/A^-4 - ^f^ - 
^7 O^I5St%» (0.5g)O»lf8[§-^fe^i*'y-A. 
(30ml)t^>frC«JSL^ Lt(-t) - - p - h A.;*-^ 
A- - D - ®SK-7k*0'^ ( 0.7g) 0> ^ J - A. 

( 10ml) (ihfl&ifatT^as -t L-r^(b.it;fc«fK* 

-^ISfl^ -^-C/ffa©^ ( 0.68g)*^#/Co c© 
J^^rffe ^ A- A T ^ r ( DMF^ 20ml ) ^Hd 
^&ft*Ux fl^TK ( l0ml)T:|&3R L-C-^j^dilS 

gost*^!*':^ ( NMR WI-CtN^ ii-i) 
(4^-5^- p - hA^;f^A^-D-?S>6^^( 0.23g). 
ISI/I^ 231-233-x 9r^#?to C©Jfi<0^#4 (0.15g) 
*856fii^S»:^h Ut^A (25 ml) t^ao;j-s>ruA 
( 2 X25mi) i Wi^ildL^o ^t?-^>tift tofl9^5:$£ 

( 0.07g) ^:if#n:o i:©i^*Sr^ if / - ( Sral) 



I^K^fiflL. w-f ( 0.03g)-Cit1^>(k U-t L 

-CiI^"igfpy©$E^ j:"7^A' ( 80ml) O ^ »Q K X 
rtl^^-tir-t:. { 0-062g ) ^ SA^142 

-145% ^mit^ TLCVU^s i> ^ ^ A^ ^ ^ y 
/x^7-/u/^0.88T>^*=T( 100 : 8 : l) 
Rf0.3x t^^tb U.V. XC>' 3 <fca^r^e^ ^?97© 

-C93:7 (s :R)-c^)C>/to -^^-^ >^®j;a©K 

Ca]P -14(c 0 .19. MeOH ) ^^k.1t.^ 
^22 

3R-l*2r3,9-7-h^t^ rp-9">f">^- 
3-C (2->^>^-lH->f^^^/A'-l--f 

U X — h 

I^IJ 7 0^15Jt'-l«5 {O.5g)©^?0t5r?Uh>^y-A' 
(30ml) ^^mmK.tX^XK'^ - 'J - P - \ < 

A- - L - — zkJfU'fej ( o.7g)©y - /^ 



-^j^a^-^-C^M©^ ( 0.8g) 5:^7to C©J^ 
^A^;^/^ A T ^ T ( DMF, 20 m 1) (f* KI ^ 

JSU. *i7K { 10ml) ri?&5P? L-c 3 ararnsji 

95?6iW^^^: ( NMR K t ^ -5 n -6 ) 
(-)--:;-p-hA';*-vr/u-L - fS^ggJS (0.26 

g)v ittA 170 - 172" V ^r^Tto ei©^©p;f4 

( 0. 2g) * 8 ?6 mm.f^'t V 'i ^ ( 25ml);? P P 

Tfr/uA ( 2 x25mi) <tK:^KU;to ^t>'^ftii^ih 

( 0.12g) ^nrto ^Ij^^^r > if y - A- ( 5 ml) 
^rci&)»L. ^ ( 0.045g)r^1^>ftU't 

bt)S*3aiiiJ©l£ltSi^-7^>^ ( 80ml)<O^;jU^X 

etiSS^ -tf-C. ( 0.08g)x fiAA 142- 

145* s 4#/to 

TLCV'J^x o^^^^^y/^^^-A^/ 
0.88T:^*-T{ 100 : 8 : 1 ) R, 0.3^ -t^^W 

u.v. i?xc>'3 ^>^t0^ea% -^J 7 ©^^KtSS? i IBJ— o 

^ -ItW: NMR TittljSi Lt >95 : 

3-r$>o/tc» ^ ^ xitm©^*^tt > if ^ - A' 
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t-hm^Lfti&mmm^. Ca^D +16' (c 0.34. 

MeOH ) *^;L7to 
TifiOi^ll^ 1.2,3.9--rh7tKn-9- 



60-214784(22) 

fS^^jSc^ 4.688 28.125 

y ^SKtIc* * A BP* 83.06 87.75 

^ 13 j^3t?^> o — >^ 1.8 1.8 

(Croacarrael loao):^ h U A NF 

^T-r ^) >'&t^ ^ :^ J. BP 0.45 0.45 

90. U 116.0 

fi5<ajK»-^r 60> y ^y^m^iA^-^-^s v^ieTk 

JR^A'v't^^^ ^p^:)t;y^yo— 

e>n^ ^ y 5.5 mm <o^rt\^m^^ 

y t ^^iin ^ ^ { Maneitjr) F3 



i^^^^ 2.5 

iEiaarfiE^fcia nf 62.5 

-^•TT y >'®^ ■^i> A BP 0.5 

EEm^^lk 65.0 



7 ^ h - :^ BP 
J«l:«» BP 



2.5 
151.5 
30.0 



BP 15.0 



^xTy>^^ft^^?^;^•yc^A bp 



1 .5 



200 .0 

miS£.^^^M^^m^iA Lx^h^^ Lx 7 ^ 

^i^^^^b^^ LX^y-r ^) y^^ ^ :^ /^^ 
:f\yy K-f^o ^.fil^tfci*; S^^ 7 mm ^ ^« :^ ^ * 



xif±E.m^-§LiaL^&^-tLxmL^-^y^^.m\r. 

f^^0ti^ 2.5 
- h — >v BP 56.5 

^■r T y >'f«•^^:^ A BP 1,5 
ffie^fiJi: 65.5 



* )S» 1500 



2.5 
97.0 
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^'ry^):^Wi^^i^-yi^j^ BP 1.0 

100.0 



U X ^ B P 

^ y -fe X B p 

iW^k BP ^mJLX 



2.5 
2750.0 
500.0 

5 .Oml 



Wlil|B3G0-214784 (23) 

®«IPJ. li^i^. XO'iR^? 



( ft^K ^ ^ :^ 4000) 



2.5 



22.5 



i^7k BP ^m^x 



5 .Oml 



ifStatfiJt^ 50 800 

#^^BP t^Jfl;^^ pH3.5 pH3.5 

miti- h ^) ^J^^^i&LbP ^mA.X imi Iral 

T pH 3.5 tXKmm^)^it:t h y !> a 

;ft#^l0[BP ^m^Xi>i>MKL^ LX-i-^Km^ 
-t-^o if&;fft*:^'^:?^i©ig9g/f^^5rai T^':/ 

A-^ffrc^^Lx ■tti^^^<D±m-^mrKxm/f 
y ^(Of^mi^c t 2)ck:i20* K:-ci5^f«] 

'0.mitf^^)il^ 0.250 66mff 

;t xta BP 0.020 5.28nig 

b >; ^ D ^ X BP 23.64 5 . 67g 



n A' i*i BP 61 ,25 14.70g 

-t- LTiS?«i0t 85mg i^jjg-t ^ ^ it^^s' 

ifSi^^^ 0 ,25 30 .0mg 

X ^ y -A- BP 7.500 1 .80g 

h y ^ p A:r A';*-Ay ^ :^ B P 18.875 4 . 35g 

a/u.;;7A'^A/ >i X BP 48.525 H.65g 

BP % -4 /t#A6^-2>o 



mm^^ ( mmit ) o.s 

7 h --^^ BP srira^L-t 25 .00 

:f ^ -K^^^ttit\B'^<Dmm.^^^ Ire land 
S.J.^ Straus^an D.W. ir'iO'Tyera M.B.: 
British Journal of Pha rmac o i ogy » .77 t 

i6p. 1982 KigenK^ nyt^jterc xo-t^l_>L.- 



felSt^J^.^ET© 5HT0 EDgQ <0 2m<0^}^'^t^1^ 
^J^^EOEDgQ ^.£><DK:;fi^^^:^ 



1 a 
1 c 
1 d 

1 ff 

3 c 

4 d 
4 e 
4 f 

5 
6 
9 



8.6 
8 . 9 
8 . 0 

6 . 4 
8 . 6 
8 . 7 
8.2 

7 . 7 
8.5 

8 . 7 

9 . 1 



'4^^m(Dit%mK t-::>x r^l^^iSL] 5HT y 



t i $ C€>^iS^W:^ Collins D.P. 

I 0"' Fo r t u na R.H. Z British Journal of 
Pharraa€ology_8£^ 570Px 1983 K^m.'^f^X 

v^ho m^^TfkK ED50 t Lt^ L-r 



ED 



1 a 

5 
6 
9 



50 



7 

3.2 
2.5 
11.6 



laKO\/^-CW:5.2mg /kg T & v 
5^ 6 i*"X ?>' 9 frCOV^-cmOmg/kg X >) T 

cJi/^roEDgo ( P.O.) t<o\^^x, Ifc^ift 
-^til-ftSJ:^: 1000 ^:^r t i ;&*fil*o 



m 



^X(D^n.i>t^hixito , 



}5BiB3G0-214784 C25) 

©Int. CI/ mm^ ifrtsas^ 

// C 07 D 209/86 7306- 4C 

209/88 7306- 4C 

(C 07 D 403/06 7431- 4C 

209:00 7306- 4 C 

233:00) 7133-4C 

ffi^feftijESI ©1984^10^ 15B ® 'f +* 'J ^ ( G B )®8425959 

12X- 
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